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L7 ANSWER 1 OF 13 CAPLUS COPYRIGHT 2009 ACS on STN 

AB Hepatitis C is becoming an increasingly common cause of mortality especially in 
the HIV-coinf ected group. Due to the efficacy of interferon (IFN) based 
therapy in the treatment of hepatitis C, various compds . possessing 
IFN-inducing activity have been hitherto reported. In the present study, 
we describe how steric, electrostatic, hydrophobic, and hydrogen-bonding 
interactions might influence the biol. activity of a published set of IFN 
inducers, using a three-dimensional quant, structure-activity relation 
(3-D QSAR) approach. Analyses were conducted evaluating different series 
of compds. structurally related to 8-hydroxyadenines and 
lH-imidazo [ 4 , 5-c ] quinolines . A ligand-based alignment protocol in 
combination with the GRID/GOLPE approach was applied: 62 3-D QSAR models 
were derived using different GRID probes and several training sets. 
Performed 3-D QSAR investigations proved to be of good statistical value 
displaying r2, q2CV-LOO, and cross-validated SDEP values of 0.73, 0.61, 
0.61 and 0.89, 0.64, 0.58 using the OH or the DRY probe, resp. Addnl., 
the predictive performance was evaluated using an external test set of 20 
compds. Analyses of the resulting models led to the definition of a 
pharmacophore model that can be of interest to explain the observed 
affinities of known compds. as well as to design novel low mol. weight IFN 
inducers (IFNIs) . To the best of our knowledge, this is the first 3-D 
QSAR application on IFN-inducing agents. 

AN 2009:684139 CAPLUS 

DN 151:115593 

TI Small-Molecule Interferon Inducers. Toward the Comprehension of the 

Molecular Determinants through Ligand-Based Approaches 
AU Musmuca, Ira; Simeoni, Silvia; Caroli, Antonia; Ragno, Rino 
CS Istituto Pasteur-Fondazione Cenci Bolognetti, Dipartimento di Chimica e 

Tecnologie del Farmaco, Sapienza Universita di Roma, Rome, 00185, Italy 
SO Journal of Chemical Information and Modeling (2009), 49(7), 1777-1786 

CODEN: JCISD8; ISSN: 1549-9596 
PB American Chemical Society 
DT Journal 
LA English 
IT 853792-99-1 

RL: PAC (Pharmacological activity); PRP (Properties); BIOL (Biological 
study) 

(small-mol. interferon inducers) 
RN 853792-99-1 CAPLUS 
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ANSWER 2 OF 13 CAPLUS COPYRIGHT 2009 ACS on STN 

The present invention provides IRM conjugates that includes an IRM moiety 
and a second active moiety covalently linked to the IRM moiety in which 
the covalent link does not depend on UV irradiation The IRM is an 
imidazoquinoline amine, tetrahydroimidazoquinoline amine, imidazopyridine 
amine, 1,2-bridged imidazopyridine amine, 6 , 7-cycloalkylimidazopyridine 
amine, imidazonaphthyridine amine, tetrahydroimidazonaphthyr idine amine, 
oxazoloquinoline amine, thiazoloquinoline amine, oxazolopyr idine amine, 
thiazolopyr idine amine, etc. These IRM compds . appear to act through TLRs 
to induce selected cytokine biosynthesis and/or co-stimulatory mols. and 
increase antigen-presenting capacity. The IRM conjugates are directed 
against e.g. tumor, viral infection, allergy, autoimmune disease ans as 
vaccine adjuvant. 
2007:999273 CAPLUS 
147:321284 

Antibody or antigen conjugated with immune response modifier for 
therapeutic use 

Stoermer, Doris; Griesgraber, George W.; Mendoza, James D.; Bonk, Jason D. 
3M Innovative Properties Company, USA 
PCT Int. Appl., 93 pp. 
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ASSIGNMENT HISTORY FOR US PATENT AVAILABLE IN LSUS DISPLAY FORMAT 

IT 948029-61-6P 

RL: MOA (Modifier or additive use); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(antibody or antigen conjugated with immune response modifier for 
therapeutic use) 

RN 948029-61-6 CAPLUS 

CN Propanamide , N- [ [ 4-amino-l- (phenylmethyl ) -lH-imidazo [4, 5-c]quinolin-2- 
yl ] methyl ] -3-mercapto- (CA INDEX NAME) 
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The invention relates to a preparation of imidazoquinoline derivs. of formula I 
[wherein: Rl is (hetero ) arylalk (en/yn) yl ; R2 is H or a non-interfering 
substituent; R3 is absent, alkyl, alkoxy, OH, or halogen, etc.], useful 
for inducing cytokine biosynthesis (no biol. data). For instance, 
imidazoquinoline derivative II was prepared via addition of 3-iodopyridine to 
propynylimidazoquinoline derivative III. 
2005:638877 CAPLUS 
143 : 153376 

A preparation of imidazoquinoline derivatives, useful as immunomodulators 
Bonk, Jason D.; Dellaria, Joseph F., Jr. 
3M Innovative Properties Company, USA 
PCT Int. Appl., 93 pp. 
CODEN: PIXXD2 
Patent 
English 
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(A preparation of imidazoquinoline derivatives, useful as 
immunomodulators ) 
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CN lH-Imidazo [ 4, 5-c] quinolin-4-amine, 1- ( 3-phenyl-2-propyn-l-yl ) -2-propyl- 
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NH 2 




I 




AB Title compds. [I; Z = -C(:N-OR2)- or CH-N (OR2 ) ( YR3 ) ; X = CHR9 , - 

CH(R9)-alk(en)ylene-, etc.; R9 = H, alkyl; Rl = H, (un) substituted alkyl, 
alkylene/hetero/aryl, etc.; R2, R3 = independently H, (un) substituted 
alk(en)yl, hetero/aryl, hetero/arylalkylenyl, etc.; Y = a bond, C:0, C:S, 
S02, etc.; RA, RB = independently H, halo, alk(en)yl, etc.; RACCRB = 
(un) substituted fused hetero/aryl, fused 5-7-membered saturated ring], were 
prepared as immunomodulators for inducing cytokine biosynthesis in animals 
and in the treatment of diseases including viral and neoplastic diseases. 
For example, reacting 5- [ 4-Amino-2- (ethoxymethyl ) -lH-imidazo [ 4 , 5- 
c ] quinolin-l-yl ] pentan-2-one with NH20H»HC1 in the presence of 
NaBH3CN/AcOH/EtOH, and substitution with mesyl anhydride gave 
imidazoquinoline II (m.p. = 146-148°). Certain I may modulate 
cytokine biosynthesis by inhibiting production of tumor necrosis factor 
TNF-a when tested in mouse cells (no data) . 

AN 2005:493478 CAPLUS 

DN 143:43875 

TI Preparation of hydroxylamine and oxime substituted imidazoquinolines , 
imidazopyridines , and imidazonaphthyridines as inducers of cytokine 
biosynthesis for treatment of viral and neoplastic diseases 

IN Krepski, Larry R.; Dellaria, Joseph F., Jr.; Duffy, Daniel E.; Amos, David 
T.; Zimmermann, Bernhard M. ; Squire, David J.; Marszalek, Gregory J.; 
Heppner, Philip D.; Kshirsagar, Tushar A. 

PA 3M Innovative Properties Company, USA 

SO PCT Int. Appl., 305 pp. 
CODEN: PIXXD2 

DT Patent 
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PATENT NO. KIND DATE APPLICATION NO. DATE 
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IT 85322 7-39-1P, (E) -4- ( 4-Amino-2-butyl-lH-imidazo [4, 5-c] quinolin-1- 
yl ) -1-phenylbutan-l-one oxime 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of hydroxylamine and oxime substituted 
imidazoquinolines , imidazonaphthyridines , and imidazopyr idines as 
inducers of cytokine biosynthesis for treatment of viral and neoplastic 
disease ) 
RN 853227-39-1 CAPLUS 

CN 1-Butanone, 4- ( 4-amino-2-butyl-lH-imidazo [4, 5-c]quinolin-l-yl) -1 -phenyl-, 
oxime, (IE)- (CA INDEX NAME) 

Double bond geometry as shown. 
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AB Title compds . [I; X = alkylene optionally interrupted by one or more -0-; 
Z = C:0, - C(:0)0-, -C(OR3)2-; Rl = H, (un) substituted alkyl, 
alkylene/aryl , alkylene/heteroaryl ; Q = O, S; R3 = (un) substituted alkyl, 
alkylene/aryl , alkylene/heteroaryl; R2 = H, (un) substituted alk ( en/yn ) yl , 
hetero/aryl, alkylenealkyl , etc.; RA, RB = independently H, halo, 
alk(en)yl, alkoxy, alkylthio, NH2 and derivs.; or RACCRB = (un) substituted 
fused aryl ring or fused 5-7-membered saturated ring; and their 
pharmaceutically acceptable salts], were prepared as immunomodulators for 
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inducing cytokine biosynthesis in animals and in the treatment of diseases 
including viral and neoplastic diseases. For example, II was prepared by 
reacting 4- ( 2-Butyl-lH-imidazo [4, 5-c] quinolin-l-yl ) but yr aldehyde (preparation 
given) with MeMgBr, followed by oxidation, reductive amination of the ketone, 
oxidation with m-CPBA/reaction with NH40H. I have been found to induce 
cytokine biosynthesis by inhibiting production of tumor necrosis factor 
TNF-a when tested on an in vitro human blood cell system (no data) . 

AN 2005:490270 CAPLUS 

DN 143:26611 

TI Preparation of oxime substituted imidazo-containing compounds, 

particularly imidazoquinolines , as inducers of cytokine biosynthesis for 

treatment of viral and neoplastic diseases 
IN Krepski, Larry R.; Dellaria, Joseph F., Jr.; Duffy, Daniel E . ; Radmer, 

Matthew R.; Amos, David T. 
PA 3M Innovative Properties Company, USA 
SO PCT Int. Appl., 200 pp. 
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particularly imidazoquinolines, as inducers of cytokine biosynthesis 
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for treatment of viral and neoplastic diseases) 
RN 1045444-40-3 CAPLUS 

CN 1-Heptanone , 7- [ 4 -amino- 2- ( 2-methoxyethyl ) -lH-imidazo [4,5-c]quinolin-l-yl]- 
1-phenyl- (CA INDEX NAME) 



0 




NH 2 



OSC.G 1 THERE ARE 1 CAPLUS RECORDS THAT CITE THIS RECORD (1 CITINGS) 

RE.CNT 6 THERE ARE 6 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 

L7 ANSWER 6 OF 13 CAPLUS COPYRIGHT 2009 ACS on STN 

AB lH-Imidazo- [ 4 , 5-c ] quinolines were prepared while investigating novel 

nucleoside analogs as potential antiviral agents. While these compds . 
showed no direct antiviral activity when tested in a number of cell culture 
systems, some demonstrated potent inhibition of virus lesion development 
in an intravaginal guinea pig herpes simplex virus-2 assay. It was determined 
that the in vivo antiviral activity can be attributed to the ability of 
these mols. to induce the production of cytokines, especially interferon 

(IFN), in 

this model. Subsequently, it was found that the compds. also induce in 
vitro production of IFN in human peripheral blood mononuclear cells (hPBMCs). 
The in vitro results reported herein and the in vivo results reported 
previously led to the discovery of imiquimod which was developed as a 
topical agent and has been approved for the treatment of genital warts, 
actinic keratosis, and superficial basal cell carcinoma. 

AN 2005:345257 CAPLUS 

DN 143:43830 

TI Synthesis and structure-activity-relationships of 

lH-imidazo [ 4 , 5-c ] quinolines that induce interferon production 

AU Gerster, John F . ; Lindstrom, Kyle J.; Miller, Richard L . ; Tomai, Mark A.; 
Birmachu, Woubalem; Bomersine, Shannon N.; Gibson, Shiela J.; Imbertson, 
Linda M. ; Jacobson, Joel R.; Knafla, Roy T.; Maye, Peter V.; Nikolaides, 
Nickolas; Oneyemi, Folakemi Y . ; Parkhurst, Gwen J.; Pecore, Sharon E . ; 
Reiter, Michael J.; Scribner, Lisa S.; Testerman, Tracy L . ; Thompson, 
Natalie J.; Wagner, Tammy L . ; Weeks, Charles E . ; Andre, Jean-Denis; 
Lagain, Daniel; Bastard, Yvon; Lupu, Michel 

CS 3M Center, 3M Pharmaceuticals, St. Paul, MN, 55144-1000, USA 

SO Journal of Medicinal Chemistry (2005), 48(10), 3481-3491 
CODEN: JMCMAR; ISSN: 0022-2623 

PB American Chemical Society 

DT Journal 

LA English 

OS CASREACT 143:43830 
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IT 853792-99-1P 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 
(Biological study) ; PREP (Preparation) 

(preparation of imidazo [ 4, 5-c] quinoline derivs. and study of their 
interf eron-inducing structure-activity relationship) 
RN 853792-99-1 CAPLUS 

CN lH-Imidazo [ 4, 5-c] quinolin-4-amine, 2-butyl-l-phenyl- (CA INDEX NAME) 




OSC.G 20 THERE ARE 20 CAPLUS RECORDS THAT CITE THIS RECORD (21 CITINGS) 

RE.CNT 25 THERE ARE 25 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 

L7 ANSWER 7 OF 13 CAPLUS COPYRIGHT 2009 ACS on STN 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds . [I; R3 = (un) substituted alk (en/yn) ylene-hetero/aryl, 
alk (en/yn) ylene-hetero/arylene-SO-R4, 

alk (en/yn) ylene-hetero/arylene-alkylene-SO-R4, etc.; R4 = H, 
(un) substituted alk ( en/yn ) yl , hetero/aryl, heterocyclyl , etc.; R = alkyl, 
OH and derivs., halo, CF3; R', R'' = independently H, non-interfering 
substituent ; n = 0-1; and their pharmaceutically acceptable salts], were 
prepared as immunomodulators for inducing cytokine biosynthesis in animals 
and in the treatment of diseases including viral and neoplastic diseases. 
For example, II was prepared via cyclocondensation 

7-Benzyloxy-N ' - ( 2-methylpropyl ) quinoline-3 , 4-diamine (preparation given) with 
tri-Me orthobutyrate, followed by oxidation and amination. Thus, I induced 
interferon and tumor necrosis factor in human cells (no data) . 

AN 2005:216680 CAPLUS 

DN 142:298105 

TI Preparation of aryloxy and arylalkyleneoxy substituted imidazoquinolines 

as inducers of cytokine biosynthesis for treatment of viral and neoplastic 
disease 

IN Lindstrom, Kyle J.; Martin, Hugues; Merrill, Bryon A.; Rice, Michael J.; 

Wurst, Joshua R.; Haraldson, Chad A.; Kshirsagar, Tushar; Heppner, Philip 
D.; Niwas, Shri; Griesgraber, George W.; Radmer, Matthew R. 

PA 3M Innovative Properties Company, USA 

SO PCT Int. Appl., 291 pp. 
CODEN: PIXXD2 

DT Patent 

LA English 
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RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

( immunomodulator ; preparation of aryloxy and arylalkyleneoxy 
imidazoquinolines as inducers of cytokine biosynthesis for treatment 
viral and neoplastic disease) 
RN 847575-01-3 CAPLUS 

CN lH-Imidazo [ 4, 5-c] quinolin-4-amine, 

2- (methoxymethyl) -1- (2-phenylethyl) -7- (phenylmethoxy) - (CA INDEX NAME) 
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NH 2 




I 



R3 



AB Title compds. I (R = alkyl, alkoxy, OH, CF3; n = 0, 1; Rl, R2 = H, 
non-interfering substituent ; R3 = ArZ, aminosulf onylaryl , 
aminocarbonylaryl , etc.; Ar = aryl, heteroaryl; Z = bond, alkylene, 
alkenylene, alkynylene) which are immunomodulator s , inducing cytokines 
biosynthesis, and inhibiting tumor necrosis factors biosynthesis, are 
prepared For example, 2-butyl-l-isobutyl-7- (thiophen-3-yl ) -lH-imidazo [ 4, 5- 
c] quinolin-4-amine was prepared in a multi-step synthesis starting from 
3-bromoaniline, tri-Et orthof ormate, and Meldrum's acid. I are useful in 
the treatment of viral and neoplastic diseases. 

AN 2004:566606 CAPLUS 

DN 141:123628 

TI Preparation of aryl/heteroaryl substituted imidazoquinolines as 
immunomodulators 

IN Hays, David S . ; Niwas, Shri; Kshirsagar, Tushar; Ghosh, Tarun K.; Gupta, 
Shalley K.; Heppner, Philip D.; Merrill, Bryon A.; Bonk, Jason D . ; 
Danielson, Michael E . ; Gerster, John F.; Haraldson, Chad A.; Johannessen, 
Sarah C . ; Kavanagh, Maureen A.; Lindstrom, Kyle J.; Prince, Ryan B.; 
Radmer, Matthew R.; Rice, Michael J.; Squire, David J.; Strong, Sarah A. ; 
Wurst, Joshua R. 

PA 3M Innovative Properties Company, USA 

SO PCT Int. Appl., 465 pp. 
CODEN: PIXXD2 

DT Patent 

LA English 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of imidazoquinoline derivs. as immunomodulators for treatment 
of viral and antineoplastic diseases) 
RN 723284-16-0 CAPLUS 

CN Carbamic acid, [ [ 4- [ [ 4-amino-7-bromo-2- (ethoxymethyl ) -lH-imidazo [ 4 , 5- 

c ] quinolin-l-yl ] methyl ] phenyl ] methyl ] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 
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AB The compds. I [Rl = OR7, S02NR8R9, CONHR8R9 , NR10R11, CR12:NOH, OH, cyano; 
R2, R3 = H, lower alkyl; R4 = H, Cl-10 linear or branched alkyl which may 
be substituted with >1 OH, lower alkyl, cycloalkyl, halo; R5 = H, 
lower alkyl; R6 = H, lower alkyl, lower alkoxy, halo; R7 = OH, lower 
alkyl, lower alkoxy; R8, R9 = H, lower alkyl; R10 = H, lower alkyl, 
benzyl; Rll = H, lower alkyl, benzyl, lower alkanesulf onyl , lower 
alkanoyl, (un) substituted carbamoyl, (un) substituted thiocarbamoyl , 
(un) substituted benzenesulf onyl; R12 = H, lower alkyl; m = 0, 1; n = 1-3; 
X = Cl-3 alkylene, CH:CH; Y = S, CH:CH; dotted line represents an optional 
bond] or their Pharmacol, acceptable salts are claimed. I induce 
synthesis of interferons and are useful as antiviral agents and anticancer 
agents. Human PBMCs were incubated with 0.10 ng/mL 

1- [ 2- ( 4-aminophenyl ) ethyl] -1,6,7, 8-tetrahydrocyclopenta [b] imidazo [4,5- 
d] pyridin-4-amine hydrochloride (preparation given) to produce 737 pg/mL 
interf eron-ct, vs. 62 pg/mL for a control incubated with 
1- ( 2 -phenyl ethyl ) -1H- imidazo [ 4 , 5-c] quinolin-4-amine . 

AN 1999:206895 CAPLUS 

DN 130:291590 

TI 1- ( Substituted aryl ) alkyl-lH-imidazopyridin-4-amines as interferon 
inducers 

IN Kato, Hideo; Sakaguchi, Osamu; Aoyama, Makoto; Tsubouchi, Katsutoshi 
PA Hokurika Pharmaceutical Co., Ltd., Japan 
SO Jpn. Kokai Tokkyo Koho, 78 pp. 

CODEN: JKXXAF 
DT Patent 
LA Japanese 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI JP 11080156 A 19990326 JP 1997-255926 19970904 

PRAI JP 1997-255926 19970904 
OS MARPAT 130:291590 
IT 223257-24-7P 

RL : BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of imidazopyridinamine derivs. as interferon inducers for 
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anticancer and antiviral drugs) 
RN 223257-24-7 CAPLUS 

CN Acet amide, N- [ 4- [ 2- [ 4 -amino- 2- (ethoxymethyl ) -lH-imidazo [4, 5-c]quinolin-l- 
yl] ethyl] phenyl ] - (CA INDEX NAME) 
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AB 1-Substituted, 2-substituted lH-imidazo [ 4, 5-c] -quinolin-4-amines I 

[wherein Rl is selected from the group consisting of: hydroxyalkyl of one 
to about six carbon atoms and alkoxyalkyl wherein the alkoxy moiety is of 
one to about four carbon atoms and the alkyl moiety is of one to about six 
carbon atoms; R2 and R3 are independently selected from the group 
consisting of hydrogen and alkyl of one to about four carbon atoms; X is 
selected from the group consisting of alkoxy of one to about four carbon 
atoms, alkoxyalkyl wherein the alkoxy moiety is of one to about four 
carbon atoms and the alkyl moiety is of one to about four carbon atoms, 
hydroxyalkyl of one to about four carbon atoms, and hydroxy; and R is 
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selected from the group consisting of hydrogen, straight chain or branched 
chain alkoxy of one to about four carbon atoms, halogen, and straight 
chain or branched chain alkyl of one to about four carbon atoms; or a 
pharmaceutically acceptable acid addition salt thereof] are disclosed. These 
compds . function as antiviral agents, they induce biosynthesis of 
interferon, and they inhibit tumor formation in animal models. This 
invention also provides intermediates for preparing such compds., 
pharmaceutical compns. containing such compds., and pharmacol. methods of 
using such compds. I inhibited Herpes simplex virus type II lesions in 
guinea pigs and were also active against vesicular stomatitis virus in 
vitro. Interferon-a induction in human cells by I : at dose concentration 
of, e.g., 0.50 ng/mL, a reference units/mL of up to 2500 were observed 
Inhibition of MC-26 tumors in mice by I : at dose of 30 mg/kg, number of 
colonies as low as 123 ± 31 vs. 385 ± 31 for control were observed 

AN 1995:420800 CAPLUS 

DN 123:83363 

OREF 123 : 14921a, 14924a 

TI 1-Substituted, 2-substituted lH-imidazo [ 4 , 5-c ] quinolin-4-amines as 

antiviral and antitumor agents and inducers of biosynthesis of interferon 
IN Gerster, John F . ; Crooks, Stephen L . ; Lindstrom, Kyle J. 
PA Minnesota Mining and Manufacturing Co., USA 

SO U.S., 26 pp. Cont.-in-part of U.S. Ser. No. 838,475, abandoned. 
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AB Title compds . [I; R = H, halo, alkoxy, alkyl; Rl = H, (substituted) alkyl, 
alkenyl, hydroxyalkyl , alkoxyalkyl, acyloxyalkyl , PhCH2, PhCH2CH2, Ph; R2, 
R3 = H, alkyl (substituted) Ph; X = alkoxy, alkoxyalkyl, haloalkyl, 
hydroxyalkyl, alkylamido, amino, N3, CI, OH, morpholino, pyrrolidine, 
alkylthio] , were prepared Thus, 2-ethoxymethyl-l- ( 2-hydroxy-2-methylpropyl ) - 
lH-imidazo [ 4 , 5-c ] quinoline 5-oxide (preparation given) was stirred with 

aqueous NH3 

and 4-MeC6H4S02Cl in CH2C12 to give 

4-amino-a, 2-dimethyl-2-ethoxymethyl-lH-imidazo [ 4, 5-C] quinoline-1- 

ethanol. The latter at 3mg/kg/day, orally for 5d in mice reduced the number 

of MC-26 tumor colonies to 17 (vs. 55 for controls) . 
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AB The title compds . [I; R = Cl-4 alkyl, Cl-4 alkoxy, halo; Rl = Cl-10 alkyl, 
R30Z, (un) substituted Ph, PhCH2, PhCH2CH2; R2 = H, Cl-8 alkyl, 
(un) substituted Ph, PhCH2, PhCH2CH2; R3 = H, OH, C2-4 alkanoyl, Bz; Z = 
Cl-6 alkylene; n = 1, 2] were prepared as antiviral agents, especially against 
herpes simplex types 1 and 2, and as an interferon inducer. 

1-Isobutyl-lH-imidazo [ 4, 5-c] quinoline (preparation given) was oxidized with 
H202 to give the 5-oxide which was chlorinated with POC13 and treated with 
50% aqueous NaOH to give 4-chloro-l-isobutyl-lH-imidazo [ 4 , 5-c ] quinoline . The 
latter was heated at 150° in a bomb with concentrated NH40H to give I (Rl 
= Me2CHCH2, R = R2 = H) (II) . In female guinea pigs 5 mg Il/kg 
intravaginally increased blood interferon activity to 31,250/mL, compared 
to 100-1000/mL for untreated animals. A topical antiviral cream was 
prepared containing II 1, Me paraben 0.2, Pr paraben 0.02, Avicel CL-611 
microcryst. cellulose 5, and H20 93.78%. 
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AB Bronchospasmolytic and virucidal (no data) title compds . [I; R = alkyl, 

alkoxy; Rl = H, alkyl, hydroxyalkyl, (un) substituted Ph, PhCH2, PhCH2CH2, 
PhCHMe; R2 = H, alkyl, hydroxyalkyl, aminoalkyl, hydroxyalkyl, CF3, 
alkylthio, PhCH2S, SH; R3 = H, alkyl, alkoxy, alkylthio, OH, PhS, 
morpholino ; n = 0-2] were prepared Thus, 4-chloro-3-nitroquinoline was 
aminolyzed with Me2CHCH2NH2 to give 4- ( isobutylamino ) -3-nitroquinoline . 
This was hydrogenated to give the diamine which was cyclocondensed with 
HC(OEt)3 and HC02H to give I (R = R2 = R3 = H, Rl = Me2CHCH2). This was 
oxidized with H202 to give the imidazoquinoline 5-oxide which was refluxed 
with P0C13 to give I (R = R2 = H, Rl = Me2CHCH2, R3 = CI) . This was 
heated at 150° in an autoclave with NH40H to give I (R = R2 = H, Rl 
= Me2CHCH2, R3 = NH2) . 
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